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(54) mm(D^m mM^< ^yv^rv-jmmii^ 

(57) [W*^J] 
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A:HetXi4cAlk. 

Het : mmmm L < {4X eaMT'^b -:>TtJ:<»t§aT 

cAlk: a?tfM^t<(i:xt"nM-C-fc-5Tt J:<Kj^§n. 

R*. R5aW:|B|— XtiM'Sr-^T, HXJiffiMT;^^ 
R7 : HX{±iCA-Li -T'^ $ il.^ *) , 
[000 1] 

[00 02] 

i6V\XnmiM^'S.tLXmv^XV^hQ\&y&r M. L. and 
Westbrook G. L. , Prog. Neurobiol., 28(1987)197-27 

■3— 0{i:ftilftlllffiM^^Sa:ft:T-S)'S)(Hollmann M. and H 
einemann S. , Annu. Rev. Neurosci., 17(1994)31-10 

8). "^t^z^^^m^mm^i^^zx^. ^cnimmmma^^ 

m-W'i?^ ^^^V^"^-/^ ^)V9:^ - Y (OTmGluR 
i: I ^ ^ ) ] raGluRlB^inGluR8i7)S^r I)8a?»^0^f7' 

mGluRfi:. »I^^G^' >7N°^ j> 

;l/S^^^tWfB^fe^l.S^#:(mGluRmt/mGluR5) t . 

Gi^?>'y\°^'«i:ftaLcAMPjS^^WiMTSS«*(mGluR 



2. mGluR3. mGluR4. mGluR6. mGluR725.t^raGluR8) ^: 

^ L . f?iJ^ (fmGl uR6^iig|^(.C^±#:ftitt^«±t::i^^ff 

^^;C7JhftSS'iX'CV^^(Nakanishi S. . Neuron 13(199 

5) 1031-1037) . 

[0 0 0 3 ] mGluRta'^^O^FJt^M?i*^i:J.TCD;^M 

®mGiuRftfMT-^&>s. (is,3R)-i-r 5 y f^^^o^y ^y- 

1 , 3- Vf^ )V it^ (OT ( IS , 3R) -ACPD i: V ^ d ) cOf5;-5- 1 i: 
-STX/^^^/t^^f^^CTizzano J. P. et al., Neurosci. L 
ett. , 162(1993)12-16; McDonald J. W. et al . , J. Ne 
urosci. , 13(1993) 4445-4455) S.t^raGluRl<7)fSKiiT\ 

t^-^v^^\v^iamwmrc^h (S)-4-*;l ;Ji*^>^-3-t Fn 

^ X U y (I2JIT (S) -CHPG V ^ 5 ) (TM ^ <?0T 

^>^?-^^xVl^T^W?i^'ffi/>'ffiS$tiTl (Dalby, N. 
0. Thomsen, C. J. Pharmacol. Exp. Ther. , 276(199 

6) 516-522). 

i't<?')SStCmGluRC50||-^(Young, M. R. etal., Neuroph 
armacology, 33 (1994)141-144; ibid, 34(1995)1033-1 
041) 2^t/^ btCt3^^T. (S)-CHPGtC^^L<{i««W 

^iXTV^S (Young, M. R. etal., Br. J.Pharmacol., 

114 (1995) 316P). 

O (IS, 3R) -ACPD^(RS) 3, 5-i/b F i^y x U u 

y (OT3, 5-DHPG t {iv^x^^ '7 MSMWtims 

?E^^I^J3C:t'(Lipartit. M. etal., LifeSci., 52 
(1993)PL85-90; McDonald, J. W. etal., J. Neurosc 
i., 13(1993)4445-4455; Tizzano, J. P. ,et al., Naur 
opharmacology, 34(1995)1063-3067). ^ttJi. mGluRl 

f^^WskH-'<k(7y2 B B i: 3 B a , (IS, 3R) -ACPDc^mGl uR 

"ki^Ltz^ ji^v -)v ■ 0 yimcommm^±^-t^ 
^ibtm^^tL. ^yy"i^T'i£^y<7)mmEmM(^^ 

iZmG 1 uR L T t ■> -g) i; A^'^nS S ix ^ S ( Mor tense 
n, M. et al., J. Pharmacol. Exp. Ther., 274(1995)1 
55-163) „ 

[0004] mitfO|gS->i)^^>,nlGluRltCf^ffl-f-S'ft;-^!|^J 

t^. X , m^, nmsmwcomfixit^yY'JT-i^ 
i^yMMm'^Mco^^ -immtLx^mx-h^. tfz 
y -y hmmm^'f/i'X'co^mmmm^tix^^^ z t 

(lllgi^lB^N'VT'^-:/ bW099/44639-^iirfB);f)»^>. , mGlu 

X'h6tmx.^jti6. mz^ i-^mmi^m'i'f^ixcom 



:(3) 003-146990 (P2003- 



5)zb t-h . ysii\v&mmunmm'&:^mc^y<mmh t 

^ 5 yY^yV'^ TY~)VmMW ( |5]W098/06724) RXf^ 

i^-tiZt (#M¥2-178289-^2a.t/WM¥2-306917 

■i. 'fb-^^*^'-^J^4'ra#; i: LT ^ § ixt t > -g. (R1W087/0052 
5-^). — ^r. S/b K a >f S^V[2,l-b] -fry-zH^ 

#miS4736038, #MBS63-104985-5|-, at/'®:#li>Ssf#lt 

EP200134) . S ?t2et T;u^;i^&iX3{5;t t;^^;i^ 

I, (J. Med. Chem., (1981), 24 (5) , 604-609) . LA^L. 

:itii^<r)-Xm.l^zl,±^ ^rY^TY-fV-immK mGlu 

[0005] 
[0006] 

ffiST/W^/L-^T-Ml § tLyt 5- (3- T 5 y Toy N°-l-x 
-1--^ ;U) i ^Yi-TY-fHt-^^i^mGlnRnzi^m-t^ 

[0007] 

[^1:2] 

(^SrvV^y^^'^ (I) 

[0008] (sttfcOlB^fi. i;Xr<^m'^i^-t. A: He 

tX(i:cAl k, Het : m^M^ L < i±:^ t° nfflT-$> T t J; 
<MM$ixTV^Ti> iVilgft'N.T-a^. cAlk: MftS^ 
L < fi:;^ brnMT-& T J; < EJft ^ fix V ± V ^v- 

V-icAlk. XtiHet. R2 :HX{±f£®T;k^/l'» iitC. Ri 

r-^m§:mf&'ti>Zt:b^X'^6. RK - R^RlfR^-.m 
— XfiS^-sT. HXiiiSMTJl^^/U, R^ : HXJi^A-Li - 



-C*Sti-l. OT0J*ffl»^oiB-f-{iiaiiSto.l;-C-& ) . 

[0009] 

neo-^y^fl^X'h?>. ^i^TJU^Uyj bitCi-sT 

)i^^]yyiMMt^ :^-f-vy. ji-fi^yXiiTnei^y 
mX'hh. ^mmMmL<\t:^\^r3m.X'h'yXiiX\^i^ 

^'n7°nb°/K i^i^ny^/K i^i^n^^Vf-;!^. i^i^o 

[4.3.0] t"'i^i?a[4.4.0]7-'i^;l^, bVi^n 

(2.2.1] ^Y^)V , Xh°n(3.4]:t^^ > XJi: T r V ^ 
l-^\TMm^^~th. ^Jbmm^W^X{±ATM.\2m 

b^yji^'^/K jf^^fyui^-;^. >f ydf-^fyy^-'- 
h7bKn:7!;;W. b 9b Kob9— l,3->^'^^ 
y^— yl-. -f b^b T^nf-jj-^ j:— /l-. -rh^bKo^ 

;tb°9-;k. 7-^^-'fb>i^n(2.2.1]'\7°^;k. 7-^ 
^-^-bV^' o [2. 2. IJ'N.T-fyk. 2-T-f [4.4.0] x;* y-2 
-4)V. ^?(i^O=y=-)V-. l-T-!f^bT3[4.5]f ^— ;kX 

{Sv A- b F o df y y -?vmx'h h . r -^SSISfn^x a 

iSj t«±IB'\-rO]SP*3tCie^-riM^ia±<!0N^*-ri.± 

fa'v.T^allj X{i r^Kajt§ixTi-^TC>±V>tafP^7^ 
n^j ttd:mS3(iiDTIB^a-CWiStL:^v:^K*S- 
mW^^o i*e<J^rEJftKt tTffiST;P^;i-. ^^y 

(=0). ^:t^y(^), OH. COOH. \m.T )V-0- . ® 

Sr;i/^;i^-co- , fgj^r/P^/i^-sOj -X(iRi » i Ri « 2 n (r 
loiaiATi io2j±|W|— X«±M=5:-5-r«r;l'=¥y^. i^i^a 
T)V^JVX\iW^T)V^)V-Oi- S- Sttt" I) ) Tt5 S » 
[0010] *^aj^L-^*^(±KcO«atJ:-3T{i, 
M14f*c(3K^^tt*X{ii^'T>!:7^P^v-^), 

mtiM^^m^^h. mt<Dm\^hLxiimM. m-fbK 
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7-7-)i-m. -^u-^ym. fL 
^^;L'rs>', x^7PTS>-, ^^-vt^s >-^L<(4x^' 
^-T'S.Si: LTti. Prog. Med. ,5,2157-2161 (1985)'^ 
198Kt;ia«5fiO*^3&i'^{f ^>^X^ , ^ >I-C-iiGluRlf^ffli; 

[0011] m^&)^wm\Y.^maf^a:>^^mz 



ii^j M4jfS(i99i) (A#)»c7)*fJciat8^*f+*##t3 
Lxnozt ti^x^ ^om. '^^^(nmwAz ^->x 

tt. m$:n^m^wMibmywm.vMmx'm'^t^:^^i 

— y (Greene) RX/^ •/ '7 (Wuts) ^ ^ r Protect! ve Group 
s in Organic Synthesis (H3fiR) j t3fE$K<7)'RHS^Sr 

[0012] 



& 

.A 



X 

CI) 



(2> 



(a) 



,3 O 




(SI) 



(10) 



(SC2) 



(11) 



[0013] (jSiff, R^{4N(Ri) (R2) ^ fc(i:fmryk^;i^ 

^mimi^m)cDm^-wmttct 4 s ^•■v[2, i-b] i-r 
y^[:-^'>tm)t^c7M!£Mm<7)-f':^j^mbi:^^y- 

;Kiy.TMeOH) ^ t < tii ^J' y — (OTEtOH) ^cOT^t-n 
-/l^m?§4SX(4-f h 7 b F n 7 5 y (lilTTHF) . T-fe F 
;<^;ki-?-;^^F>'a:JlTMEK)^L<*4i^";'(^;^7t^ 
/PATS F(tJ.TDMF)^<50Kje(C?i^^g'ffi^t-?§SJft', jD?a 
Tt-T RiES -tirS ^ 13 J: 0 2-T S y ^ T V-;P (2) ^ 

#(igiig) . § i^i,z^t-^{2) b ^coKmnmmcT)^^^ 

F > (3) i: wmcomm^. mM)^ 'J (iilTK2C03)X 

li^mit-r F u A (i,:JiTNaH)^<7)jg*#ffiT. ^i^r 

t^i^m-i^rizxKm^'^^ ^ t tc i d -r s ^(4) 
2XS). iio-fb^ii^j (4) imjmiaTHiSo,) ^ s^Kdii 

I. V ^{4tf tt^ft^TtcTHUKliCO^^eg^'S) h V ^(41iai«ffie 



m^comm'PMm-^ nb^z^^o it^u) ^ms^-t^ 

[0014] tfz. it-^(2) b^c7MmMmR<7)y\y 

4 F (5) b ^rmmcomiJMb |aI«tcRJ5B$-tt.i= i b l,zj: 

F y -^AX F^ V- F(lilTNaOEt)^OJa*ffi£T(cM}S 

?r#^ t S ^ o (^2) tc^-r J: a I,z^t-^m7) I,zf3 
R^ *^tear /^^ /W-O-ffc ^ XX T-7t^ (8) (4 jiSi^ r 

hi> V ^«4?i^Kiffi7j<ft^fgit-i)^iS& § V ^{4ffi^ 
mim^^i>imm(o-mm^ri F-fi:^jsti ors f 
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[00 15] 



h^hT VirmiarRIS 

^Vs V 

(11) 



(13) 



(I3J 



Ut4] 




(14) 



(16) 



[0 0 16] (a^tf, R'' {i^KSiai.^'hCOR^ ^ , M{±Li, MgX^ 

5l;3t^-r J; -P 5 F(ll)$rVilsiBeierR^G(Ber.60, 1 
19(1927)). -t^^h-lbdHmMf^. iS-fk^^X^U/KOTP 
OCl 3 ) i; MSTSJiC-r >6\ X« h U ^' n n;^ ^' y ( tJlT 
CHCl3)#<;OKJ£tc:f@tt^^#«4'. DMF. P0Cl3^:Jn^^ 
-S. ; t t;J; O^'P 57H*:(12) ^#(lglXg) , Ti^/l-S;!^ 
#:(12) ^cr)Rj6E>r^j£;»cOT;k^;kU ^-^AlSSg^V-iti 
Gr i gnardfetaS i: THFX{± J:— x/l-^sO^JtEt- 

^^^vStt^itMctJ . iSMTRm (Compt . Rend . 130 . 1322 (190 

0)) $^-cr;k3-;p#:(i4) ^#(ffi2ig) , 



(ji3xs) , mm<:n>mim.mm\h LTfisog-e i; >>> 

m (JilTSOg.Py) l¥ffiT. DMS0v§«t^3. MffiTtcTK 
JE$-Ii:.&:^r&, fe^t^tiSwern^^t (Tetrahedron 34,165 
1 ( 1998) ) . Dess-Mart i nWit ( J . Org . Chen. 48 , 41 55 ( 198 



r||«J-fb^if-ffi23j 

m'M^ : 3-(-^ S^'y [2,l-b]^TV'— yt-S-^^WTi? 

[0017] 
[^tS] 



OEt 

(17) 

HDner-BionfijKf& 



.5 



£tO- 



(16) 



(18) 



(19) 



(20) 

[0018] ^WM\:-^'^cr>-^mA*mi^X'hhT^ 

ISi^#ft;(±(j(:4)tcs^-r:/3a^t::J; DMJ^SixSo 5-;J^;i^ 

(17) t ?rjlffic7)Homer-EmiiionsSJE(J.Ani.Chein.Soc.83,l 
733 (1961) ) ^ft^. BP*>THFX«SDMF^c7)RJtEt^^Stt^:it 

^>MSTtT^J£?-i±-S. .r 1 1 j; '';xx-r;P(l8) 

fzM'^C^Mi tti gSlE (Bar. 87, 1318 ( 1954) ) § -If •!> i 1 13 

tfz., xxf-/^(18)Sr|frai<^^ 



(21) 



0^;^;n^K(i9)&#. 'fk-^(i9)^soci2^\,^{iiS-fl: 
^^-^ y ;KIilT (coci ) 2 ) t THF^iORjet^vgtt^?§: 

TCth .1 1 i 0 r;k3— ;K2l) & ^ t *iT-i; . 

IMlSjS:5-(3-T5y-TDy>-l-x>'-l— f;U)>f 
[2 . 1-b] f-TV-^Hi^frO^it 

[00 19] 

Utb] 




(23) 

[0020] *»m-^(I){i(T';5)tC*-r^rjSt j: 0 

MiiS iX'S o T y ;Pr;i'3-^L'#: (21) ^ IJKe^-jKe^^ 

K^bRJEti "9 r/l^T t b'i!|s(22) ^t-^m(.22) t ^ 
cDKI>bMmM.cr)T 5>(24)hSri^'^'oaxi;'>' ( 1.:JITDC 
E) ^cOR{Gt;:^ffi14:S:JiM4'^I.V^{iAcOHtt5, AcOH. T 



(I) 



i (Oi-Pr)4 ^coKS)^ V ^{±;k>f xKiO^ftTt^KfR-fk h 

y T-tr b ^ i^j^-^S-^- b y ^ A (JilTNaB (0Ac)3 H) . 7lc 
-fbi^ry b y '>A(lilTNaBH3CN)^<50S7n^'JSr 
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Lfzm. NaBH4 i;MJE§-1i:S.., ttz. T^l-rJ-^KZl) 

^^KfBM{tiM.cr)T 5 y (24) t SrKa CQ3 ^<7)i^*#ftT 
tCDMF , THFXJir -fe b - h y ;k^c?3SJStC^^gtt^:^§^ 

■ft^f^5 (I ) ^nt z k ^i'T-s -s . 

[002 1] icoi o tcLTSmStLfc^ls^m-^fe 

^ . :^wmt-^m(i}comm'^miztmirL^mt. mm 
SI ■ mma. mm. mm. ■ss, sssfa-ft, iwrn. bis 

w){zj;: *^±m^'¥mizmm^m^mzm< ztti^x^ 

[0022] :$^Wmt-^mXlt^(r>Mcr>im^l <ii2m 

m\,zx.hmnn^-. xmm. w&moyimm. 'mix 
\t. m^m\,zi:him.u^k^-(n\rtfi(nmmx'^'^x%i 

^VK ^^H-mtmt. K-¥-M*tO^». ttB'J^^^Mt 

xm^o:>i^i.z^\LX'mmi'&^i\.htfi. aitBgAiA 

Wz'O. IBtC-:?^!— U OOOmg, i?S L<(i:50— 200mg 

c7)ffiH-ci 0 iiii;&» hm.mz^nmu\^H-^i\.h t)>x\%^ 

AlAS^c*?, IBto^l— 500mg<7)iEHf\ 1010*^^. 

m.m\,z^\mm.n^H-^fiht>-. x\x. iBiB#ra-24B# 
"mmtm ^^hf\.h. ^ so a tmwmLmzii\ ^x 

co>F?Stt^:*«?^J. ^Ji.«f?Li^, vy- h-/!^. ^F-^ 

X. fyyy. iti^)>d—)V\^xi^)Yyx\t^-^'rAWT 



V i?' ^- ^ A so J; 3 ts:mm\'^^m^ )V -n-jvm. 

mmL j^mm±mmmi:^-^Lx\^xi:,XK^. 
[00 23] imu^^-c'yfz>^c7y^mmt Lxit. 
co7i(.'&x\ii^7i(.^cr,^mL fTOJ&^#^ 

7m<ommm. rnmrnthxa. mx.mmmmm 
7mu±m^m.7m^^fih . nAm^<^mmm. mm 

mthxit. mi-HTu^^vy-f^Xa—tv. *,°yx^i/ 

yy^jzi—iv. xfi^y-yj^cDid^c^iS. x^'y 

:i<r)Xo^£mm{i.^hi,zmmm. mmm. 

mx.\f^'')V'^ 5 ymxiiTx^-^y^yW)(^yi: 3 tcW^ 

isM-ftsixi.. tit. ztLh\mmcrimwm.miii:mM 

L . mmm i^z§f^m7Hxi±mmc^Mmmmmzmm txm 
m-ti>zbhx'^i>. 

[0024] 

immm: mz. mmmi,zj:K)^mm^^^i>zmmi>zm 

No : -f t;-^ifl5#-^ ; Rex : ##iPJ ; Ex : ; Ad : T ^ V 

;P;Me:><^;l. ;Et:a:^;k;iPr:-f V To b°;l^;neo-Pen: 
:pt^y^)V ; cPr : n 7°0 b°;k ; cBu : 5^ iJ' a ; cPe 

n: U^yi~)V-;cWex: ix:;'C?^^S^./p;cHep: n-^ 

7°^;!^ ;cOct:$^i7njr7^;k;Ac:T-b ; NMR : 
ftn,|X^i? b;KTMSp^g|5S*T"aiM (ppmT-aS^) ); ST 

##M1 

xf-;l^ 3, 6- S ^■y i:2, 1-b] ^TV'—JV-2-;^ 
fV-t^^i^U— h (5.6g)<5OEt0H(25ml))gMt3S;STlM 7j< 
m^\:.-r h y a (OTNaOH) (30ml ) ^ jn ;c T iBi^afc 
T4^r^iSf¥L/i, KJse#^Tf^. IM t^^(tJlTHCl)*?§ 

^T^if-n. .1 b IZX 03. 6-i^';< S :?^y[2. 1-bj 
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f^Ty-;k-2-;i?;^;J<>it(4.8g) ^SH^at LX^z. 

NMR(DMS0-d6); (3- 7.61 (s. IH). 2.69(s. 3H) . 2.25 
(s. 3H). 

#*^Jl^O;^?;^;J^>ffi(1.87g) (c./Kv^TSOCls (25ml)^3i: 

n-j>^^;U-N-^^:t^yi-;l^T i y HCliS(1.57g)fcJ: 
t^- h U Ji^/PT 5 > (9. 52ml ) ^ JPi. TMfaT30i^P^lJlJ4^ 
Lfz. SJ£«^7j<t?±^\ i^Kx^;^(lJJlTEtOAc)T 

h^^y^— mT:^ ^ o V h ) (i^aiyg ; n-^^^y 

(VJT n-Hex):EtOAc=l:2)T-ffM-r^^h(:iJ: ^N,3,6- 
b U ^ ^;]^N-:^-:t^y ^;l/-f 5 ry [2, 1-b] i^TV —JU 

F(2.14g)SrlSH^H^ tTt#/::. 
NMR(CDCl3);5- 7.09(s. IH) . 3.40(s. 2H). 3.18(s. 
3H). 2.43(s, 3H). 2.36(s. 3H). 0.98(s. 9H). 

[0025] ##M3 
DMF(2.94ml)tfOCHCl3 (20ml)itJStC*J^T. POCI3 (3.54ra 

l)^t5>^< r)^^-YLXMtm&TSOj^mmWLfz. -^^^ 
L. 7jC7Kt?±r. IM NaOH7j<?§?^g^M;cTpH^m2KiBI 

mm. im:kMyi^x'mi¥LXMgso,TnmLfz. mm^ 

OAc=l : 2) TW^^-S d i: j; D 5-:}^;^ 5 ;WN, 3, 6- f U 

H(l.76g)^fe^H^ UT#/::o 

NMR(CDCl3) ; a- 9.78(s. IH) . 3.39(s. 2H) . 3.17(s. 
3H). 2.79(s. 3H). 2.64(s. 1.01(s. 9H) . 

##M4 

b UX^/l 2-7^;^7t^yTnt:^:^^-b (1.69ml) OTHFd 
0ml)?tjSlC7R^^T60%MttNaH(317mg) SrSlli_T l«l?StCT3 

ov^T'd^it3##M3^r;Pxb byi.7 

4g) c^THF(15ral )^§?g^jDiLT^ij&T18^PHlM¥LJt . ^ 

mmrm. Mjcj§?i^*7i<tcai'-EtoAcT^tttij. lawM 

S7}c«^hy^i.7K^S?S (i2J.TNaHC03) . 7K. ISfa:ftJS 

a'^*^^;^?^i^^^avh (i§ai?g;n-Hex:EtOAc=l:l) 

r»Kt-^dfct::i 0x^/1/ {E)-3-{3,6-'J?(^f\^-2- 
\^'\^TV—)V-'^-^M-2-^^)VT9 U l-'-b (2.20g) 2: 

NMR(CDCl3);^ 7.71(s. IH) . 4.28(q. 2H) . 3.39(s. 
2H). 3.18(s. 3H). 2.52(s. 3H). 2.21(s. 3H). 1. 
94(d. 3H). 1.35(t. 3H) . 0.99(s. 9H). 

[00 26] ##M5 
##^j4c7)XXT';^(2.19g)c7)EtOHi§iiSt::^?ST. IM NaO 



"^mm (10ml ) 5r SD;t T w^\^zx 1 mvm^^ U o 

TfMM HCl7j<?W?t(10ml) ^aili-T4^ftL7KT'#IRL7to 

i: t J; 0 (E) -3-{3,6-S^.X^;^-2-[U^;W (^-:t^>' 
f^/P) ;*;ws^^-f /l^] 5 ^V[2, l-b]^ry-;l.-5-^ 
;W -2-;^ ^)VT9 U ^I^BSd . 84g) StMh^h LT»:^^ <> 
NMR(DMSO-ds) ; (5- 12.61(s. IH) . 7.73(s, IH) . 3.32 
(s. 2H). 3.10(s. 3H). 2.46(s. 3H) . 2.11(s. 3H) . 
1.83(d. 3H). 0.93(s. 9H) . 
##M6 

SOCl 2 (3 . 63ml ) \Z%^m:><^il)V^- >^i$ (1 . 81g) J: t/M 

wmmw^m^xm^vmvm.^^y^fz. K^mrxm. 

h;pxy(l(X)mi)^jai.T7XJ^Ti»PHlJi#L. trm^%^ 

-5531 LTTol raff r tci: DStSttd. 70g) ^# 
5to #^>fL:^cffii^^t.it*J^ THE (10ml). DMF(15ml)c7)ffl'^^t 
\mz:mm L . */^TNaBH4 (542rag) 2rSD^S^TlB#PHlit 
J^LJto THE^«J±S*f^. 7l<^JPi.EtOAct;-MaiLMgSO 

V b (^§£i}yg ; n-Hex : EtOAc=4 : 1) T »M L^t o » ^.^Jt^t 
^if^ J EtOH (Ci§ft? L . ^^ST4M HCl /EtOAc^§?« 5: JP X. T 

mm. ?§s^«i±s* L«mi?j ^EtoAcT a ^ 

ttcj: 05-[(E)-3-b Kn^S^-2-^^;l/Tn7N-i-xy- 
l-'<;W-N,3,6-b y^^;^-N-^-:t^y^;l.^ 5^"y[2, 

\-h^^rV-}V-2-iJJV^^^^^ F HCl*a(l.lg)^fe^H 

NMR(DMS0-d6);6- 6.45(s. IH) . 4.05(s. 2H). 3.34 
(s. 2H). 3.11(s. 3H). 2.49(s. 3H) . 2.21(s. 3H) . 
1.63(s. 3H). 0.95(s. 9H). 

##M7 

##M6cO-ft:'&ir^(2. 16g) c=ODMS0(20ffll)?S?StM?ST. b 
yxf-;l/r S y (4. 31ml) . SOg .Py(4.93g) ^MLXWi^ 
{ZXVmWmMz. USMT^k. 7icSrJPi.TEtOAcT-ft 

'm&^icth^h\iLi, ^N,3,6-b uy^;i^-5-[(E)-2-y 

^;P-3-:t^ y \-l-x y-i->f ;p] -N-:t-:t'^y 
A 5:^V[2,l-b]f^TyWk-2-;i?;P.il"^^^5 b(1.87g) 

NMR(CDCl3);<3' 9.65(s. IH) . 7.43(s. IH) . 3.40(s. 
2H). 3.19(s. 3H). 2.56(s. 3H). 2.25(s. 3H). 1. 
89 (s. 3H). 1.00(s. 9H). 

[0027] mm\ 

##M7c7)T;t/7"^b b#:(250mg). (W-xH^b Hny;!^ 
y V )VT S y (0. 371ml ) tODCE(5ml)Jt?S t^iST. AcOH 
(0.5ml) ^M;iT|lIStcT3WPaW#L7to oVT^T^dMc 
NaBH(0Ac)3 (762mg) ^MLX $ ^hZ^m^M^ \^fz\k. R 
JS:«tCNaHC03 * Jp;?. CHCl 3 Xifyiti Lfz o * S ^> 

tclM HCl7lcJ§iSt;«yBU. 7]cjl5rCHCl3T'i5t^f tJt. 7j< 
S^NaHCOgTtt'ftltEtOAcT-ttais tK. «g^n:ftJS7KTi5fe 

^tf*MgS04T•^|£^iL^§^^^«J±S*L^Co sm^?^x^^ 

y-MzmmL. 4M HCl/EtOAc?§?S(lml)5:JPi.'CJ«« 



!(8) 003-146990 (P2003 -%)35*n: 

ff5i^ S cI i: J: 0 (R) -N , 3 , 6- b U ;>< f - ;1^5- (2-^ f-;!^ 
-3- { [ (t- b ^ t K n-2-:7 )J ;H ;< T 5 7 } T 
-:rL>^-l— f ;W-N-^->j-^y^;M 5 [2, 1-b] ^ry" 

NMR (DMSO-dg ) ; (5- 9.53(br). 9.24(br). 6.76(s. 1 
H). 4. 22-4.31 (ra. IH) . 3. 70-3. 88 (m. 4H) . 3.34 
(s. 2H). 3.10(s. 3H). 3. 04-3. 14 (m. IH) . 2.86-2. 
96(m. IH). 2.20(s. 3H) . 1.95-2. 10(m. IH). 1.80- 
1.95(m. 2H). 1.79(s. 3H) . 1. 55-1. 65(m. IH). 0.9 
4(s. 9H). MS(FAB):433(M+1) 

mmm2 

m^micOT/Uf^ K#:(237mg) . 3-T ^ J ^^-^^ y (6 
0m)(^\)CEi5ml)mmzm^T . AcOH (0.5nil)^jD;tT|sI 

i^lZXrzmrSMtfLfz. O\.^T-^^ti(CNaBH(0Ac)3 (720iii 





STR 


1 


Me 
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^^N'^^Y**'^^'\ is Me Me 
Me 
Me 



[0029] i/c . mMm&v^wrMco^mM-it-^'>i^(Dm [ o o 3 o ] 



(?gtli?S: CHCI3 : MeOH: tSlDT T7j<ii?S=20 : 1 : 0. 1) 

h 'J )l^Tm^-t ■l..li:tj:0N,3.6-hU;^ ^;U-5- [2-;^ 
1.57-7;HtiSi?)*Efete^(58nig)^#;t<, 

NMRCDMSO-ds) ; 5- 6.62(s. 3H) . 6.46(s. IH) , 4.64 
(t. 2H), 4.39(t. 2H). 3.91(in. IH). 3.34(s, 2H), 
3.23(s, 2H). 3.10(s, 3H) . 2.44(s, 3H) . 2.06(s, 
3H). 1.64(s, 3H). 0.93(s. 9H). MS(FAB) :404(M+1) 
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